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We claim: 



1 . A method of treating an inflammatory or immunoregulatory disorder 
comprising the administration to a patient in need thereof an effective amount of at 
5 least one compound of formulae (la) or (1 b) 
R 5 




(1a) 



or 



\,(QH 2 )n* 



NR 5 R7* 




(1b) 



enantiomers, diastereomers, salts and solvates thereof 
10 wherein 

R 1 and R r are independnently hydrogen, a substituted or unsubstituted amino, alkyl, 

haloalkyl, hydroxy, alkoxy or -C(0)OR 9a ; 
R 2 , R 2 \ R 3 and R 3 * are independently hydrogen, alkyl, halogenated alkyl, halogen, 

substituted or unsubstituted amino, nitro, cyano, or alkoxy; 
15 R 4 and R 4 * are independently hydrogen or one or more alkyl groups; 
R 5 is 

(1) hydrogen, or 

(2) R 9 , R 9 -aminocycloalkyl, R 9 -aminocycloalkenyl, (alkoxy)carbonyl, 
(aryloxy)carbonyl, -SQ 2 -R 9 , -C(=0)-NR 7 R 9 , -C(=0)-NR 7 -S0 2 R 9 , -C(=0)-R 6 , 



20 



-C(=0)-R 9 , -C(=NR 10 )-R 9 1 -C(=S)-R 9 , -C(=NR 10 )-NHR 9 , -C(=)S-NHR 9 , or 
-C(=S)-NR 7 -S0 2 R 9 any of which can be substituted or unsubstituted; 
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R 6 is a group of formula 




R 7 and R 7 * are independently hydrogen, substituted or unsubstituted Ci- 6 alkyl, or 
substituted or unsubstituted aryl; 
5 R 9 is arylalkyl, cycloalkyl, cycloalkenyl, cycloalkylalkyl, alkyl, heterocyclylalkyl, aryl or 
heterocyclyl any of which can be substituted or unsubstituted; 

R 9a is 

(1) hydrogen, or 

(2) arylalkyl, cycloalkyl, cycloalkenyl, cycloalkylalkyl, alkyl, heterocyclylalkyl, aryl 
io or heterocyclyl any of which can be substituted or unsubstituted; 

R 10 is 

(1 ) hydrogen, or cyano; 

(2) alkyl, or alkoxy, either of which optionally can be substituted; 

15 n is 0, 1, 2 or 3; and 
n* is 1, 2 or 3. 

2. A method of claim 1 wherein the inflammatory or immunoregulatory disorder 
is selected from multiple sclerosis, arthritis, or psoriasis. 

20 

3. A method of claim 2 wherein the compound is a compound of formula (1a). 

4. A method of claim 3 wherein the compound is a compound of formula (2a) 



216 



53001A 



iR 5 




enantiomers, diastereomers, salts and solvates thereof 
wherein 

R 1 is hydrogen, amino or substituted amino; 
R 2 is halo; 

R 3 is hydrogen, alkyl, halogenated alkyl, halogen, substituted or unsubstituted amino, 

nitro, cyano, or alkoxy; 
R 4 is hydrogen or one or more alkyl groups; 

R 5 is alkoxycarbonyl, -C(=0)NHR 9 , -C(=0)-NR 7 -S0 2 R 9 , -C(=S)NHR 9 or 

-C(=S)-NR 7 -S0 2 R 9 ; and 
R 9 is cycloalkyl, cycloalkenyl, heterocyclyl, heterocyclylalkyl, aryl, or arylalkyl any of 

which may be optionally substituted. 

5. A method of claim 4 wherein 
R 1 is hydrogen or amino; 
R 5 is -C(=0)NHR 9 , or -C(=S)NHR 9 ; 

R 9 is heterocyclo optionally substituted with one to three hydroxy, oxo or thioxo groups 
and further optionally substitued with one or more 

(i) -(CR 20 R 21 ) m -C(=O)R 15 ,-(CR 20 R 21 ) m -C(=O)OR 15 , 
-(CR 20 R 21 ) m -SO 2 R 15a , -(CR 20 R 21 ) m -C(=O)NR 16 R 17 , 
-(CR 20 R 21 ) m -C(=S)NR 16 R 17 , 
-(CR 20 R 21 ) m -C(=O)NR 16 -SO 2 R 15b ; 

(ii) aryl, arylalkyl, heterocyclyl, heterocyclylalkyl, cycloalkyl or 
cycloalkylalkyl any of which may be optionally 
independently substituted with one or more halo, alkoxy, 
hydroxy, or haloalkyl; 
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(iii) cyano; 

R 15 is hydrogen, alkyl, haloalkyl, alkenyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, 
aryloxyalkyl; 

R 15a is hydrogen, alkyl, haloalkyl, alkenyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, 

aryloxyalkyl provided that when m is zero R 15a is not hydrogen; 
R 15b is alkyl, haloalkyl, alkenyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, aryloxyalkyl; 
R 16 and R 17 are independently hydrogen, alkyl, alkenyl, cycloalkyl, haloalkyl, 

hydroxyalkyl, alkoxyalkyl, aryloxyalkyl, alkenyl, cycloalkylalkyl, heterocyclyl, 

heterocyclylalkyl, aryl, arylalkyl; 
or R 16 and R 17 together with the nitrogen atom to which they are bonded may combine 

to form a heterocyclyl ring; 
R 20 and R 21 at each occurrence are the same or different and are independently 

selected from hydrogen or alkyl; 
m is 0, 1, 2 or 3; and 
n is zero. 

6. A method of claim 5 wherein the compound is a compound of formula (3a) 

R25 




wherein 

R 1 is hydrogen or amino; 
R 2 is halo; 
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R 3 is hydrogen, alkyl, halogenated alkyl, halogen, substituted or unsubstituted amino, 

nitro, cyano, or alkoxy; 
R 4 is hydrogen or one or more alkyl groups; 

R 1a , R 2a and R 3a are independently selected from hydrogen, oxo, thioxo 

or when bonded to adjacent ring carbon atoms R 2a and R 3a may combine to 
form a fused aryl or heterocyclo ring; 

R 25 is 

(i) hydrogen, or cyano 

(ii) alkyl, cycloalkyl, haloalkyl, hydroxyalkyl, alkoxyalkyl, aryloxyalkyl, alkenyl, 
cycloalkylalkyl, heterocyclylalkyl, aryl, or arylalkyl any of which may be 
optionally independently substituted with one to three halo, alkoxy, 
hydroxy, alkyl, or haloalkyl; or 

(iii) -(CR 20 R 21 ) m -C(=O)R 15 , -(CR 20 R 21 ) m -C(=O)OR 15 , -(CR 20 R 21 ) m -SO 2 R 15a , 
-(CR 20 R 21 ) m -C(=O)NR 16 R 17 , -(CR 20 R 21 ) m -C(=S)NR 16 R 17 ; or 
-(CR 20 R 21 ) m -C(=O)NR 16 -SO 2 R 15b ; 

R 15 is hydrogen, alkyl, haloalkyl, alkenyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, 
aryloxyalkyl; 

R 15a is hydrogen, alkyl, haloalkyl, alkenyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, 
aryloxyalkyl provided that when m is zero R 15a is not hydrogen; 

R 15b is alkyl, haloalkyl, alkenyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, aryloxyalkyl; 

R 16 and R 17 are independently hydrogen, alkyl, cycloalkyl, haloalkyl, hydroxyalkyl, 
alkoxyalkyl, aryloxyalkyl, alkenyl, cycloalkylalkyl, heterocyclylalkyl, aryl, or 
arylalkyl; 

or R 16 and R 17 together with the nitrogen atom to which they are bonded may combine 

to form a heterocyclyl ring; 
R 20 and R 21 at each occurrence are the same or different and are independently 

selected from hydrogen or alkyl; 
Zis -S-, -S(O)- or -S(0) 2 -; 
p is 1 or 2; 
p* is 0, 1,2, 3 or 4; 
q is 0 or 1; and 
m is 0, 1 or 2. 
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7. A method of claim 3 wherein the compound is a compound of formula 

(4a) 




wherein 

R 1 is hydrogen or amino; 
R 2 is halo; 

R 3 is hydrogen, alkyl, halogenated alkyl, halogen, substituted or unsubstituted amino, 

nitro, cyano, or alkoxy; 
R 4 is hydrogen or one or more alkyl groups; 
R 9 is 

(a) alkyl, haloalkyl, alkoxycarbonylalkyl, -CH 2 -C(=0)OR 15 , -CH 2 -C(=0)R 15 , or 
-CH 2 -C(=0)NR 16 R 17 ; 

(b) cycloalkyl optionally substituted with one to three groups independently 
selected from alkyl, haloalkyl, alkoxy, aryloxy, arylalkyloxy, heteroaryloxy, 
halo, hydroxy, oxo, thioxo, =N-OR 15 , -(CR 20 R 21 ) m -C(=O)OR 15 , 
-(CR 20 R 21 ) m -C(=O)R 15 , -(CR 20 R 21 ) m -C(=O)NR 16 R 17 ; 

(c) aryl optionally substituted with one to three groups independently selected 
from alkyl, alkoxy, heteroaryloxy, halo, hydroxy, oxo, thioxo, =N-OR 15 , 
-(CR 20 R 21 VC(=O)OR 15 ,-(CR 20 R 21 ) m -C(=O)R 15 , -(CR 20 R 21 ) m -C(=O)NR 16 R 17 ; 
or 

(d) heteroaryl optionally substituted with one to three groups independently 
selected from alkyl, alkoxy, aryloxy, heteroaryloxy, halo, hydroxy, oxo, 
thioxo, =N-OR 15 , -(CR 20 R 21 ) m -C(=O)OR 15 , -(CR 20 R 21 ) m -C(=O)R 15 , 
-(CR 20 R 21 ) m -C(=O)NR 16 R 17 ; 

R 15 is hydrogen, alkyl, haloalkyl, alkenyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, 
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aryloxyalkyl, 

R 16 and R 17 are independently hydrogen, alkyl, cycloalkyl, haloalkyl, hydroxyalkyl, 
alkoxyalkyl, aryloxyalkyl, alkenyl, cycloalkylalkyl, heterocyclylalkyl, aryl, or 
arylalkyl; 

5 or R 16 and R 17 together with the nitrogen atom to which they are bonded may combine 

to form a heterocyclyl ring; 
R 20 and R 21 at each occurrence are the same or different and are independently 

selected from hydrogen or alkyl; and 
m is 0, 1 or 2. 

o 

8. A compound of formula (2a) or (2b) 
,R 5 




enantiomers, diastereomers, salts and solvates thereof 
wherein 

15 R 1 is hydrogen, amino or substituted amino; 
R 2 is halo; 

R 3 is hydrogen, alkyl, halogenated alkyl, halogen, substituted or unsubstituted amino, 

nitro, cyano, or alkoxy; 
R 4 is hydrogen or one or more alkyl groups; 
20 R 5 is 

(1) hydrogen, or 

(2) R 9 , R 9 -aminocycloalkyl, R 9 -aminocycloalkenyl, (alkoxy)carbonyl, 
(aryloxy)carbonyl, -S0 2 -R 9 , -C(=0)-NR 7 R 9 , -C(=0)-NR 7 -S0 2 R 9 , -C(=0)-R 6 , 
-C(=0)-R 9 , -C(=NR 10 )-R 9 , -C(=S)-R 9 , -C(=NR 10 )-NHR 9 , -C(=)S-NHR 9 , or 

25 -C(=S)-NR 7 -S02R 9 any of which can be substituted or unsubstituted; 

R 6 is a group of formula 
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R 7 and R 7 * are independently hydrogen, substituted or unsubstituted Ci. 6 alkyl, or 

substituted or unsubstituted aryl; 
R 9 is arylalkyl, cycloalkyl, cycloalkenyl, cycloalkylalkyl, alkyl, heterocyclylalkyl, aryl or 
5 heterocyclyl any of which can be substituted or unsubstituted; 

R 10 is 

(1 ) hydrogen, or cyano; 

(2) alkyl, or alkoxy, either of which optionally can be substituted; 



10 n is 0,1,2 or 3; and 
n*is 1, 2 or 3. 



9. A compound of claim 8 wherein 
R 5 is alkoxycarbonyl, -C(=0)NHR 9 , -C(=0)-NR 7 -S0 2 R 9 , -C(=S)NHR 9 or 
15 -C(=S)-NR 7 -S0 2 R 9 ; and 

R 9 is cycloalkyl, cycloalkenyl, heterocyclyl, heterocyclylalkyl, aryl, or arylalkyl any of 

which may be optionally substituted. 



10. A compound of claim 9 wherein 
20 R 1 is hydrogen or amino; 
R 3 is hydrogen; 
R 4 is hydrogen; 

R 5 is -C(=0)NHR 9 , or -C(=S)NHR 9 ; 

R 9 is heterocyclo optionally substituted with one to three hydroxy, oxo or thioxo groups 
25 and further optionally substitued with one or more 

(i) .(CR 20 R 21 ) m -C(=O)R 15 , -(CR 20 R 21 ) m -C(=O)OR 15 , 
-(CR 20 R 21 ) m -SO 2 R 15a , -(CR 20 R 21 ) m -C(=O)NR 16 R 17 , 
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-(CR 20 R 21 ) m -C(=S)NR 16 R 17 , 
-(CR 20 R 21 ) m -C(=O)NR 16 -SO 2 R 15b ; 

(ii) aryl, arylalkyl, heterocyclyl, heterocyclylalkyl, cycloalkyl or 
cycloalkylalkyl any of which may be optionally 
independently substituted with one or more halo, alkoxy, 
hydroxy, or haloalkyl; 

(iii) cyano; 

R 15 is hydrogen, alkyl, haloalkyl, alkenyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, 
aryloxyalkyl; 

R 15a is hydrogen, alkyl, haloalkyl, alkenyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, 

aryloxyalkyl provided that when m is zero R 15a is not hydrogen; 
R 15b is alkyl, haloalkyl, alkenyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, aryloxyalkyl; 
R 16 and R 17 are independently hydrogen, alkyl, alkenyl, cycloalkyl, haloalkyl, 

hydroxyalkyl, alkoxyalkyl, aryloxyalkyl, alkenyl, cycloalkylalkyl, heterocyclyl, 

heterocyclylalkyl, aryl, arylalkyl; 
or R 16 and R 17 together with the nitrogen atom to which they are bonded may combine 

to form a heterocyclyl ring; 
R 20 and R 21 at each occurrence are the same or different and are independently 

selected from hydrogen or alkyl; 
m is 0, 1,2 or 3; and 
n is zero. 

1 1 . A compound of claim 9 wherein the compound is a compound of formula 

(3a) 
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R25 




wherein 

R 1 is hydrogen or amino; 

R 3 is hydrogen, alkyl, halogenated alkyl, halogen, substituted or unsubstituted amino, 

nitro, cyano, or alkoxy; 
R 4 is hydrogen or one or more alkyl groups; 

R 1a , R 2a and R 3a are independently selected from hydrogen, oxo, thioxo 

or when bonded to adjacent ring carbon atoms R 2a and R 3a may combine to 
form a fused aryl or heterocyclo ring; 

R 25 is 

(i) hydrogen, or cyano 

(ii) alkyl, cycloalkyl, haloalkyl, hydroxyalkyl, alkoxyalkyl, aryloxyalkyl, alkenyl, 
cycloalkylalkyl, heterocyclylalkyl, aryl, or arylalkyl any of which may be 
optionally independently substituted with one to three halo, alkoxy, 
hydroxy, alkyl, or haloalkyl; or 

(iii) -(CR 20 R 21 ) m -C(=O)R 15 , -(CR 20 R 21 ) m -C(=O)OR 15 , -(CR 20 R 21 ) m -SO 2 R 15a , 
-(CR 20 R 21 ) m -C(=O)NR 16 R 17 , -(CR 20 R 21 ) m -C(=S)NR 16 R 17 ; or 
-(CR 20 R 21 ) m -C(=O)NR 16 -SO 2 R 15b ; 

R 15 is hydrogen, alkyl, haloalkyl, alkenyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, 
aryloxyalkyl; 

R 15a is hydrogen, alkyl, haloalkyl, alkenyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, 
aryloxyalkyl provided that when m is zero R 15a is not hydrogen; 
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R 5b is alkyl, haloalkyl, alkenyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, aryloxyalkyl; 
R 16 and R 17 are independently hydrogen, alkyl, cycloalkyl, haloalkyl, hydroxyalkyl, 

alkoxyalkyl, aryloxyalkyl, alkenyl, cycloalkylalkyl, heterocyclylalkyl, aryl, or 

arylalkyl; 

5 or R 16 and R 17 together with the nitrogen atom to which they are bonded may combine 
to form a heterocyclyl ring; 
R 20 and R 21 at each occurrence are the same or different and are independently 

selected from hydrogen or alkyl; 
Z is -S-, -S(O)- or -S(0) 2 -; 
10 p is 1 or 2; 

p* isO, 1, 2, 3 or 4; 
q is 0 or 1; and 
m is 0, 1 or 2. 

15 12. A compound of claim 1 1 wherein the compound has a structure of 




where X and X* are independently O or S. 
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13. A compound of claim 12 selected from 
4-[[[4-(7-Chloro-4-quinolinyl)-1 -piperazinyl]carbonyl]amino]hexahydro-1 H-azepine-1 - 

carboxylic acid, 1,1-dimethylethyl ester; 
4-[[[4-(7-Chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexahydro-1 H-azepine-1 - 

carboxylic acid, methyl ester; 
4-[[[4-(7-Chloro-4-quinolinyl)-1 -piperazinyl]carbonyl]amino]hexahydro-1 H-azepine-1 - 

carboxylic acid, methyl ester; 
4-[[[4-(7-Chloro-4-quinolinyl)-1 -piperazinyl]carbonyl]amino]hexahydro-1 H-azepine-1 - 

carboxylic acid, phenylmethyl ester; 
4-(7-Chloro-4-quinolinyl)-A/-[(3f?)-hexahydro-2-oxo-1 H-azepin-3-yl]- 1 - 

piperazinecarboxamide; 
4-(7-Chloro-4-quinolinyl)-A/-[(3S)-hexahydro-2-oxo-1H-azepin-3-yl]-1- 

piperazinecarboxamide; 
4-(7-Chloro-4-quinolinyl)-A/-[(3S)-hexahydro-1 -methyl-2-oxo-1 H-azepin-3-yl]-1 - 

piperazinecarboxamide; 
4-(7-Chloro-4-quinolinyl)-A/-[(3S)-hexahydro-2-oxo-1-(phenylmethyl)-1H-azepin-3-yl]-1- 

piperazinecarboxamide; 
4-(7-Chloro-4-quinolinyl)-A/-[(3S)-1-[(4-fluorophenyl)methyl]hexahydro-2-oxo-1H- 

azepin-3-yl]-1 -piperazinecarboxamide; 
4-(7-Chloro-4-quinolinyl)-A/-[(3S)-1 -ethylhexahydro-2-oxo-1 H-azepin-3-yl]-1 - 

piperazinecarboxamide; 
(3S)-[[[4-(7-Chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexahydro-2-oxo-1/-/- 

azepine-1 -acetamide; 
4-(7-Chloro-4-quinolinyl)-A/-[(3S)-hexahydro-2-oxo-1-(3-pyridinylmethyl)-1H-azepin-3- 

yl]-1 -piperazinecarboxamide; 
4-(7-Chloro-4-quinolinyl)-A/-[(3S)-hexahydro-2-oxo-1-(2-propenyl)-1H-azepin-3-yl]-1- 

piperazinecarboxamide; 
4-(7-Chloro-4-quinolinyl)-A/-[(3S)-1-(cyclopropylmethyl)hexahydro-2-oxo-1H-azepin-3- 

yl]-1 -piperazinecarboxamide; 
4-(7-Chloro-4-quinolinyl)-A/-[(3S)-hexahydro-1-[(4-methoxyphenyl)methyl]-2-oxo-1H- 

azepin-3-yl]-1 -piperazinecarboxamide; 
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(3S)-[[[4-(7-Chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexah 

azepine-1 -acetic acid, ethyl ester; 
4-(7-Chloro-4-quinolinyl)-A/-[(3S)-hexah^ 

azepin-3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-^ 

piperazinecarbothioamide; 
4-(2-Amino-7-chloro-4-quinoli^ 

piperazinecarboxamide; 
4-(2-Amino-7-chIoro-4-quinolinyl)-/V-[(6R)-hexahydro-1 ,1 -dioxido-5-oxo-1 ,4-thiazepin- 

6-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-2-oxopyrrolidinyl]-1-piperazin 
4-(2-Amino-7-chloro-4-quinolinyl)-/^ 

3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-2,3,4,5-tetrahydro-1-methyl-2-oxo 

benzazepin-3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-1,2,3,4-tetrahydro-2-oxoquinolinyl]-1- 

piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolin^ 

piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)- A/-[(3S)-1-acetylhexahydro-1/-/-azepin-3-yl]-1- 

piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-hexahydro-2-oxo-1H-azepin-3-yl]-1- 

piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-^ 

1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S 

azepin-3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-hexahydro-2-oxo-1-(phenylmethyl)-1H- 

azepin-3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-1-[(2,6-dimethylphenyl)methyl]h 

oxo-1 H-azepin-3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-hexahydro-2-oxo-1-(2-pyridinylmethyl)-1^ 

azepin-3-yl]-1 -piperazinecarboxamide; 
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4-(2-Amino-7-chloro-4-quinoN^^ 

azepin-3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-hexahydro-2-oxo-1-(4-pyri 

azepin-3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinoM 

2-oxo-1 H-azepin-3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-/V-K^ 

azepin-3-yl]-1 -piperazinecarboxamide; 
(3S)-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexah 

oxo-1H-azepine-1 -acetic acid, methyl ester; 
(3S)-[[[4-(2-Amino-7-chloro-4-quinolin^ 

oxo-1H-azepine-1 -acetic acid; 
(3S)-[[[4-(2-Amino-7-chloro 

oxo-A/-(phenylmethyl)-1H-azepine-1-acetamide; 
(3S)-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexahydra^ 

methyI-2-oxo-1 H-azepine-1 -acetamide; 
(3S)-[[[4-(2-Amino-7-chloro 

oxo-A/-(4-pyridinyl)-1 H-azepine-1 -acetamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-/V-[(3R)-1-(4-fluorophenyl)hexahyd 

azepin-3-yl]-1 -piperazinecarboxamide; 
4-[7-Chloro-2-(methylamino)-4-quinoli^^ 

piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-hexahydro-2-oxo-1-(2-phenoxyacetyl)-^ 

azepin-3-yl]-1 -piperazinecarboxamide; 
4-(7-Chloro-4-quinolinyl)-A/-[(3S)-1 -acetylhexahydro-2-oxo-1 H-azepin-3-yl]-1 - 

piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)- A/-[(3S)-1-acetylhexahydro-2-oxo-1 H-azepin-3-yl ]- 

1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl 

azepin-3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-^^ 

1 -piperazinecarboxamide; 
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4-(2-Amino-7-chloro-4-qum^ 

3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-/^^ 

azepin-3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-1-(cyclohexylcarbonyl)hexah 

azepin-3-yl]-1-piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-/V-[(^ 

[[(phenylsulfonyl)amino]carbonyl]-1H-azepin-3-yl]-1-piperazinecarboxam 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-hexahydro-2-oxo-1-(2-phe 

azepin-3-yl]-1-piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-1 -formylhexahydro-2-oxo-1 H-azepin-3-yl]-1 - 

piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinoliny^ 

oxo-1 H-azepin-3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-ch!oro-4-quinolinyO 

azepin-3-yl]-1 -piperazinecarboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexahydro-2^ 

oxo-1 H-azepine-1-carboxylic acid, methyl ester; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexahydro-2- 

oxo-1H-azepine-1-carboxylic acid-ethyl ester; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexahydro-2- 

oxo-1H-azepine-1-carboxylic acid,2,2,2-trifluoroethyl ester; 
(3S)-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexahydro-2- 

oxo-1H-azepine-1-carboxylic acid, 2-propenyl ester; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexahydro-2- 

oxo-1 H-azepine-1-carboxylic acid phenyl ester; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexahydro-2- 

oxo-1H-azepine-1-carboxylic acid-4-fluorophenyl ester; 
(3S)-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexahydro-2- 

oxo-1H-azepine-1-carboxylic acid, phenylmethyl ester; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-1 -cyanohexahydro-2-oxo-1 H-azepin-3-yl]-1 - 

piperazinecarboxamide; 
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(3S)-3-[[[4-(2-Amino-7-chto 

cyclohexylhexahydro-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-cN^ 

oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino 

oxo-/V-(2,2,2-trifluoroethyl)-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]-A/- 

cyclopropylhexahydro-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexahydro-2- 

oxo-A/-propyl-1 H-azepine-1 -carboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-hexahydro-2-oxo-1-(1-pyrrolidinylcarbonyl)- 

1 H-azepin-3-yl]-1 -piperazinecarboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]-A/- 

cyclopentylhexahydro-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]-A/- 

cyclobutylhexahydro-2-oxo-1 H-azepine-1 -carboxamide; 
(3R)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]-A/-(4- 

fluorophenyl)hexahydro-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]-A/- 

ethylhexahydro-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexahydro-2- 

oxo-A/-phenyl-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro 

(1 -methylethyl)-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]-/V- 

butylhexahydro-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-qu^^ 

(2-methylpropyl)-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]-/V-(1,1- 

dimethylethyl)hexahydro-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-qm^ 

A/, A/-d i m ethy l-2-oxo- 1 H-azepine-1 -carboxamide; 
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(3S)-3-[[[4-(2-Amino-7-ch^ 

oxo-/V-[4-(trifluoromethyl)phenyl]- 1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chlo^ 

fluorophenyl)hexahydro-2-oxo-1H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-qu'm^ 

(4-methylphenyl)-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-qw^ 

fluorophenyl)hexahydro-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]-A/-(^ 

diethylphenyl)hexahydro-2-oxo-1 H-azepine-1 -carboxamide; 
4-(2-Amino-7-chloro-4-quinolinyO 

2-oxo-1 H-azepin-3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)^ 

oxo-1 H-azepin-3-yl]-1 -piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-hexahydro-1-[[(1- 

methylethyl)amino]carbonothioyl]-2-oxo-1 H-azepin-3-yl]-1 - 

piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-hexahydro-2-oxo-1-[(2- 

propenylamino)carbonothioyl]-1H-azepin-3-yl]-1 -piperazinecarboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexahydro-A/^ 

methyl-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-qui^^ 

oxo-A/-(2-propenyl)-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]-A/-(2- 

chloroethyl)hexahydro-2-oxo-1 H-azepine-1 -carboxamide; and 
(3 R)-3-[[[4-(2-Am i no-7-cN^ 

methyl-2-oxo-1 H-azepine-1 -carboxamide. 

14, A compound of claim 13 selected from 
4-(2-Amino-7-chloro-4-quinolinyl)-A/-[(3S)-hexahydro-2-oxo-1H-azepin-3-yl]-1- 

piperazinecarboxamide; 
4-(2-Amino-7-chloro-4-quinolinyl)- N-[(3S)-1 -acetylhexahydro-2-oxo-1 H-azepin-3-yl ]- 

1 -piperazinecarboxamide; 
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(3S)-3-[[[4-(2-Amino-7-chloro 

oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinoM^ 

oxo-1 H-azepine-1 -carboxylic acid, methyl ester; 
(3S)-3-[[[4-(2-Amino-7-chto 

ethylhexahydro-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro 

methyl-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolm^^ 

cyclopropylhexahydro-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chlo^ 

(1 -methylethyl)-2-oxo-1 H-azepine-1 -carboxamide; 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hex^ 

oxo-A/-(2,2,2-trifluoroethyl)-1 H-azepine-1 -carboxamide; and 
(3S)-3-[[[4-(2-Amino-7-chloro-4-quinolinyl)-1-piperazinyl]carbonyl]amino]hexahydro-2- 

oxo-1 H-azepine-1 -carboxylic acid-ethyl ester. 

15. A compound of claim 9 wherein the compound is a compound of formula 

(4a) 




wherein 

R 1 is hydrogen or amino; 
R 2 is halo; 

R 3 is hydrogen, alkyl, halogenated alkyl, halogen, substituted or unsubstituted amino, 
nitro, cyano, or alkoxy; 

232 



53001A 



R 4 is hydrogen or one or more alkyl groups; 
R 9 is 

(a) alkyl, haloalkyl, alkoxycarbonylalkyl, -CH 2 -C(=0)OR 15 , -CH 2 -C(=0)R 15 , or 
-CH 2 -C(=0)NR 16 R 17 ; 

(b) cycloalkyl optionally substituted with one to three groups independently 
selected from alkyl, haloalkyl, alkoxy, aryloxy, arylalkyloxy, heteroaryloxy, 
halo, hydroxy, oxo, thioxo, =N-OR 15 , -(CR 20 R 21 ) m -C(=O)OR 15 , 
-(CR 20 R 21 ) m -C(=O)R 15 , -(CR 20 R 21 ) m -C(=O)NR 16 R 17 ; 

(c) aryl optionally substituted with one to three groups independently selected 
from alkyl, alkoxy, heteroaryloxy, halo, hydroxy, oxo, thioxo, =N-OR 15 , 
-(CR 20 R 21 ) m -C(=O)OR 15 ,-(CR 20 R 21 ) m -C(=O)R 15 , -(CR 20 R 21 ) m -C(=O)NR 16 R 17 ; 
or 

(d) heteroaryl optionally substituted with one to three groups independently 
selected from alkyl, alkoxy, aryloxy, heteroaryloxy, halo, hydroxy, oxo, 
thioxo, =N-OR 15 , -(CR 20 R 21 ) m -C(=O)OR 15 , -(CR 20 R 21 ) m -C(=O)R 15 , 
-(CR 20 R 21 ) m -C(=O)NR 16 R 17 ; 

R 15 is hydrogen, alkyl, haloalkyl, alkenyl, cycloalkyl, cycloalkylalkyl, aryl, arylalkyl, 
aryloxyalkyl, 

R 16 and R 17 are independently hydrogen, alkyl, cycloalkyl, haloalkyl, hydroxyalkyl, 
alkoxyalkyl, aryloxyalkyl, alkenyl, cycloalkylalkyl, heterocyclylalkyl, aryl, or 
arylalkyl; 

or R 16 and R 17 together with the nitrogen atom to which they are bonded may combine 

to form a heterocyclyl ring; 
R 20 and R 21 at each occurrence are the same or different and are independently 

selected from hydrogen or alkyl; and 
m is 0, 1 or 2. 

16. A compound of claim 15 wherein R 9 is aryl substituted by at least one 
halogen. 

17. A pharmaceutical composition comprising at least one compound of claim 8 
and a pharmaceutical^ acceptable vehicle or carrier therefor. 
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18. A pharmaceutical composition comprising at least one compound of claim 
1 1 and a pharmaceutical^ acceptable vehicle or carrier therefor. 

19. A pharmaceutical composition comprising at least one compound of claim 
5 1 5 and a pharmaceutical^ acceptable vehicle or carrier therefor. 

20. A method of treating a disorder selected from optic neuritis, uveitis, stroke, 
endometriosis, dermatitis, inflammatory bowel disease, Crohn's disease, 
demyelinating disorders, HIV, AIDS dementia complex, transplant rejection, diabetes, 

10 alzheimer's disease, cancer and Grave's disease comprising the administration to a 
patient in need thereof an effective amount of at least one compound of claim 8. 

21 . A method of treating a disorder selected from optic neuritis, uveitis, stroke, 
endometriosis, dermatitis, inflammatory bowel disease, Crohn's disease, 

15 demyelinating disorders, HIV, AIDS dementia complex, transplant rejection, diabetes, 
alzheimer's disease, cancer and Grave's disease comprising the administration to a 
patient in need thereof an effective amount of at least one compound of claim 1 1 . 

22. A method of treating a disorder selected from optic neuritis, uveitis, stroke, 
20 endometriosis, dermatitis, inflammatory bowel disease, Crohn's disease, 

demyelinating disorders, HIV, AIDS dementia complex, transplant rejection, diabetes, 
alzheimer's disease, cancer and Grave's disease comprising the administration to a 
patient in need thereof an effective amount of at least one compound of claim 15. 
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